WE CLAIM: 

I . A compound comprising the formula; 

R7 



G-(C)n-[Ml]a— 

Ra 



2 

I- -I c 



f?3 



^ p- -I 



I 

f 



Y2 



— [M4]r-C-B 



(D 



wherein: 

G is a linear or branched polymer residue; 
Yi and Y2 are independently O, S, or NR9; 
10 M,-M.:i are independenlly O, S, or NRio; 

M4 is X or Q; 

wherein X is an electron withdrawing group and Q is a moiety containing a 
free electron pair positioned three to six atoms from €(=¥2); 

B is a residue of an amine-containing moiety or a residue of a hydroxyl- 
1 5 containing moiety; 

Ri.io are independently selected from the group consisting of hydrogen, C1.6 
alkyls, C3-12 branched alkyls, C3-8 cycloalk\is. Ci-6 substituted alkyls, C3-8 substituted 
cycloalkyls. ar\'ls, substituted aryls, aralkyls, C).6heteroalkyls and substituted C1.6 
heteroalkyls; 

20 a, b, c, J, e, f g, h, i and n are each independently zero or a positive 

integer. 
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2. The compound of claim 1, wherein G includes a capping group A, 
selected from the group consisting of hx drogen, CO2H, C1.6 alkyl moieties, and 



Y2 R5 
B— C-[M4]i-|c-y[M3]f 



Re 



f?3 



c- 

I 

R4 



R2 



-[Mi]a-(C)S- 
I 

Re 
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A compound of claim 2, of the formula: 



Y2 

II 

B— C— [M4]- 



t 


J[M3]f- 


1 


•> 




"Hi" 

c- 

1 


Re 
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— (Mll5-<C)n— Q->- 

b I 5 



(II) 



1^ 

-(C)n-[Mlla- 
I 

Ra 



FJ3 

C -h [MoJd V-l-C H- [M3lf 



R4 



Y2 



C--[M4],— C-B 

=i6 



10 4. The compound of claim 1, wherein a, h, c, d, e, / g, K i and n are 

independently zero, one or two. 



5. 


The compound of claim 1, wherein Yi and Y2 are both O. 


6. 


The compound of claim 1, wherein M2 is NH and d is one. 


7. 


The compound of claim 1, w herein R7 and Rs are both H. 


8. 


The compound of claim 1, wherein n '\% \. 


9. 


The compound of claim 1, wherein a is 0. 


10. 


The compound of claim K wherein a is 1. 


1 1. 


The compound of claim 1, wherein c is 0. 


12. 


The compound of claim 1, wherein is 2, Mj? is O, e is 2, /is 1 and 



20 R3 and R4 are H. 

13. The compound of claim 12, wherein d, h and n are 1, R5 and R^ 
are H and M2 is NH. 

14. The compound of claim 12, wherein h, d and n are 1, M2 is NH and 
R3 and R4 are H. 

25 15. The compound of claim 1, wherein B is a residue of an amine - 

containing moiety. 
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16. The compound of claim 15, wherein said amine-containing moiety is 



R)2-i 3 are independently selected from the group consisting of hydrogen, 
Ci.6 alkyls, C.v]2 branched alkyls, Cvs cycloalkyls, Ci.6 substituted alkyls, C3-8 
substituted cycloalkyls, aryls, halo, substituted aryls, aralkyls, C1.6 heteroalkyls, 
substituted C1.6 heteroalkyls; 

R14-18 are independently selected from alkoxy, e.g. OR19 or, in the 
alternative, H, OH, N3, NHR2n, NO2 or CN, fluoro, chloro, bromo, iodo, where 
R19.20 are independently selected from the same group which defines R12-13. 

17. The compound of claim I, wherein G is 0-(CH2CH20)x or 
0-(CH(CH3)CH20)x, wherein x is the degree of polymerization. 

1 8. The compound of claim 17, wherein G is 0-(CH2CH20)x and x is a 
positive integer selected so that the weight average molecular weight is at least 
about 20,000. 

19. The compound of claim IS, wherein G has a weight average 
molecular weight of from about 20,000 to about 100,000. 

20. The compound of claim 21, wherein G has a w eight average 
molecular weight of from about 25,000 to about 60,000. 




NR13 



wherein 
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21. A compound of claim 1, selected from the group consisting of: 

G— CH2 — Cjj— NH— (-CH^ — CH2 — 0)^0— NH— AraC 
O 



G-CH2-Hjj— NH-(-CH2--<;H2 — o)^CH2-C-NH— AraC 
O 

O 

G— CH2 — <jj— NH-fcH:j — CH2 — ojjCH^-CHj-NH—C— NH— AraC 
O 

G — C H2 — N H -fC H5 — C H2 — Of^ c— NH — AraC 
O 

G— C H2 — CjJ— N H -{C — C H2 OfC H^-C— N H — AraC gnd 

O 

G— C H2 — N H -f C C H2 — 0-}:pC H2— C H2- N H — C" N H — AraC 
O 

15 22. A compound of claim 3, selected from the group consisting of 

AraC^NH— <p-(-a— CH5— CH^ — CH2— G— CHj— (jj — NH — ^CH^ — CHj o)j-(jj~NH — AraC 

o 00 O 

AraC^NH— Cjj— CH2-^0— CH2 CH^ '^'^ff — ^"^^'''^ — (jj— NH-(-CH2 — CHj o)^CH2— C^— NH — AraC 

o 00 O 

AraC-NH-O-HN- CH^CHrtf>— CH7- CH^ NH~jj;— CHtG-^— 

O 

- 1 — (jj— NH -(-CH2 — CH2 — o}jCH2— CH2- NH — C" NH— AraC 

O O 

AraC— NH-(jj;— (-0" CK^- CH^ NH— (ij;— CH2— Q— CH2 — (^j- NH-f CH^ — CH2 — o)^C— NH — AraC 

s 00 S 

AraC- NH- (^CH^O— CHj— CH^ NH— Jj:— CHs" G— CH2— (jj^NH ^CH^— CH2 af^CH^(jJ-NH — AraC an 

s 00 S 

C-NH-{jj— HN- CHt- CHrfo CH^— CK^j NH- jj;— CH2— G"^- 



Ara 

S 



- >— CH 2 — (|p NH -(-CH2 — CH 2 — o)^H 2— CH^ NH "C" NH — A raC 
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23 A compound of claim 1, selected from the group consisting of 

G— CH2— Cjj — NH-{CH2— CH2 — 

o o 

G-C <jj— N H-{ C Hj— C H2 — O)^ C H2- (jj-B 

o o 

G -C H2— ([J— N H C H2~C H2— 0}^C H?-C Hr N H— <jj-B 

o o 

G— C H2— <jj— N H-f C H2— C H2 — 

O s 

G— CH2— C^-^NH-fcHj— Cht2 — of^CHT-^— B and 
O S 

G-C H2— <jj- N H -f C H2— C H2 — a}y C H^-C Hr N H— B 
O S 

15 24 A compound of claim 3, selected from the group consisting of 

B- ~fo~ C Hf— C N H— ^— C - CH2-"<jj-"NH-(^C H^— C H2 — o)^ C" B 

^ 00 O 
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B- 
O 



Cjj — CH2-(o — CH2— CH^NH— jj>-Ch+rG— CH2— (j^— NH-(-CKj— CH2 — o)^CK2-<jpB 

o 00 o 

o o ^ 

- < H2—^-~ N H ^ C Hj— C H2— O}^ C H2-C N H — (jp B 

o o 

B- (J-|o~<: H2--C Hj)^ N H-^^ H2- G-C H2— Cj— N H H2— C Hj— jjr- B 

s 00 S 

B- (J- C H^O— C H2— CH2)jNH— ^^H2-G-C ^2" (jj^ NH"{c Hj—C H^o)-^ Hj" (jp B 



„ and 

O S 



B-Cjj— HN-Chl2-CH2-{o — CH2 — CHj)^ N H— (^-CI^G 

s o 

-<-<;H2--<jpNH-(-CH2— CHj — oj^CKj-CHj-NH— Cjr-B 

38° ^ 
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25. A method of preparing a polymeric conjugate, comprising: 

a) reacting a biologically active moiety having an unprotected 
amine or hydroxy! group with a compound of the formula 



^3 

B2[M2]rf^C- 

R4 



wherein 



Y2 

, II 
C— [M4],-C-Bi 

Re 



(III) 



B] is a leaving group capable of reacting with aji unprotected amine or 
hydroxyl group; 

B2 is a cleavable protecting group: 
Y: is O, S, orNR9; 

M2-M3 are independently O, S, or NRm, 
M4 is X or Q; 

wherein X is an electron withdrawing group and Q is a moiety containing a 
free electron pair positioned three to six atoms from €(=¥2): 

R^,6 Rq and Rm are independently selected from the group consisting of 
hydrogen, Ci 6 alkyls, C.v)2 branched alkyls. C3-8 cycloalkyls, substituted alkyls, 
C3.8 substituted cycloalkyls, ar\'ls, substituted ar>1s, aralkyls, Ci.6heteroalkyls and 
substituted heteroalkyls; 

d, e, / g, h, and / are each independently zero or a positive integer; 
to form a protected intermediate of the formula: 



f?3 



B2[M2]cr^-C— [M3]fV 



R4 



Re 



[M, 



Y2 
11 

-O-B 



(IV) 



wherein 

B is a residue of an amine-containing moiety or a residue of a hydroxyl- 
containing moiety; 

b) deprotecting the resultant intermediate by removing B2; and 

c) reacting the deprotected intermediate w ith a compound of the formula 
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G-(C)n-[Mik 



IT' 



R2 



(V) 



wherein 
B3 is a leaving group; 
G is a polymer residue; 
Y, is O, S, or NR9; 
Ml IS O, S, orNRio; 

R], R2, R7. Rg and Rk, are independently selected from the group consisting 
of hydrogen, Ci.6alkyls, C3.12 branched alkyls, C^-n cycloaJkyls, C 1.6 substituted 
alkyls, Cv8 substituted cycloalkyls, aiy ls, substituted ar\^ls, aralkyls, CN6heteroalkyls 
and substituted Ci.6heteroalkyls; 

a, h and c are each independently zero or a positive integer, 

whereby a polymeric conjugate is formed. 



26. 



a) 



A method of preparing a polymeric conjugate, comprising: 
reacting a polymer-spacer intermediate of the formula 



G- (C)n-[Mi]a-+C- 
I 

Re 



Yi 



I 

R2 



C — [MzlrfV-C [Malrtr 



R4 



C-|-[M4]^C^Bi 
Re 



(V) 



wherein 

B] is a leaving group capable of reacting with an unprotected amine or 
hydroxyl group; 
G is a polymer residue; 
Yi and Y2 are independently O, S, or NRg; 
M1-M3 are independently O, S, or NRjo^ 
M4 is X or Q; 
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wherein X is an electron withdrawing group and Q is a moiety containing a free 
electron pair positioned three to six atoms from C(=Y2); 

B is a residue of an amine-containing moiet>' or a residue of a hydroxyl- 
containing moiet>'; 



alkyls, C3.12 branched alkyls, C3-8 cycloalkyls, C 1.6 substituted alkyls, C3-8 substituted 
cycloalkyls, aryls, substituted ar>'ls, aralkyls, Ci,6 heteroalkyls and substituted C1.6 
heteroalkyls; 

a, A. c, d, e, f g, h, i and n are each independently zero or a positive integer 
1 0 and thereafter reacting intermediate with a biologically active moiety having an 
unprotected amine or hydroxy! group to form the polymeric conjugate. 

27. A method of treatment, comprising: 

administering to a mammal in need of such treatment an effective amount of a 
15 compound of claim 1, wherein B is a residue of a biologically active moiety. 

28. A method of treatment, comprising: 

administering to a mammal in need of such treatment an effective amount of a 
compound of claim 3, wherein B is a residue of a biologically active moiet\ . 



5 



Ri-ioare independently selected from the group consisting of hydrogen, C1.6 
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29. 



A compound of the formula: 




J 



h 



(IV) 



25 



wherein 



g 



B is a residue of an amine-containing moiety or a residue of a hydroxyl- 



containing moiety; 



B2 is a cleavable protecting group; 



Y: is O, S, orNRg: 
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M2-M4 are independently O, S, or NRiu, 
M-4 IS X or Q; 

wherein X is an electron withdrawing group and Q is a moiety containing a 
free electron pair positioned three to six atoms from €(=¥2); 

R3-6. 9and luare independently selected from the group consisting of hydrogen, 
C1.6 alky Is, C3. 12 branched alky Is, C3-8 cycloalkyls, C 1.5 substituted alkyls, C3-8 
substituted cycloalkyls, aryls, substituted aryls, aralkyls, Ci.aheteroalkyls and 
substituted C|.6 heleroalkyls; 

cl, c, f, ^, h, and / are each independently zero or a positive integer. 

30 A compoiuid of claim 1, selected from the group consisting of 




and 
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A compound of claim 3, selected from the group consisting of; 



o 



;— O- C 





O 



B 



and 




B 
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